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*^V»fc2, 4, 

L<ll4--hn7x>'-;l'!Srif<07x y— ±fc 
UN-hPn^^WSH, N-t K^fv^yXh 
U k'co N - b K a * fc , S"' i' ? °^ 

X'iroZttfXZh. 

[004134*. *)VX>Wf&ft*1&fc**1FV)V^ 

ffoi 4. 4*. #/l^yKJ&fr£yno|gB! 

-f V y f-^4 *:J±y y ^05^ m'fci 
Z t izX oT«£BH!i*W£»fc8L T 5 

[0042] zhtzztz. gmMtsutnt. s^n^ 

^i^)Vf})Vif^J^ 5 b\ N, N' -^/PiK-^iM $y 
[0 04 31 M^-2 0— +5 0-CT0. 5~ 

4 straff? „ txamm . *x 

S^t^Mfy, yXf^X- f/W'Srfc'^x— r)V 

*fg«, n, N-^fWswsFon. yyy- 
;K xyy— >vti:Z<?)T>V-=i-)Vm.$.tz\ZZ.tit><r>m-& 

[0044] *»hXb >KT-fe^;Wt^ffiW 
[0045] ££T!ttBW«i5itl!8*>6«l*i:a. Stt 

[00461 »i±a«t(i^ttejfii^. «ttajji*. * 



<om«H*0ffi. JEW*. SiS&BJS. ?LS5. 

fl$J£. H*. IRS. flISS?S. sa<»a. B 

knobs. w«ys. io»&sjs. BHtts. f4M> 
**J». maus. ^BBL «tfc* 
h'HSg. &JSJS. littHfeH. #WB. SftSBIfi 

mi. ttmnuui. ^-f/u^wi, ssjggfWi 
[00473 aEatettaafctiy^v*. ^ 
nmtt u ^gsNajiatt y y o-> 
[0 0483 AjwikJift*^ ry^. ss. rhf 

[00493 Slfefiltti. ««^riW«. '7>f;^y.^>SV^ 
[00503 JfofttSfeSi:^ UMnMSC^^^iffiK 

[oo5i] itfirPj&«<^»«JM»i:tt. afe^<y y 

[0052] *SHHco*»jfi4Mk-&*tt, B^oi: LT 

WfflT'$> o , zK^\±-®mtm&wm<7>mmx-m^h 

iiMsmtem^xwMztit, z<7)mm&\tLxiz& 
mv)&mtfimmmizmix&9ix'Z . *«<««4t 
<ot Lxmpi A£t ts^u. js^j. am. fijfj. m®. 

[0053] aaSHOJBJBKjSJIWSfclRUTtt. fflttfc 

iz<m.mi-z>zttfx'zz. zcomtLxit. w^im 
70^7^3-^, #yD77', yH^Ji^, 7>y° 

9-yy. ^f-/Ws/l/n-X % ^yh'x;|/f ay h'y^co 

m. S4H7> ; e-'7Aii. ^^y;nss?^-by>A 
^©JKtSjiS'J, yy-tryy, fyy>mcouM^k f 
?L«. ^jfyy, ohi-j b. 

Mzmuz^xa. iH^izmtm^m&^mtt^ 
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«L -«f5-f->»fa«. »SFtt«fa«. 7 

[0054] *JiJO»JBCja»^"4fcBS LTtt, fflttk 

[00 5 53 #r-fe;i^Jli. ^fct£^5MP&»pjaWHfc 
[0056] aiffllfc LTHIW4*£. lima 

x vrnmumw £ ti . t^stm tm&x-h&zk im 
»miax^^i«» * i t £ £> . £ 

«tfitt(T)»»*ai!-ri<Ofe:ffif®fr*^)A«. 7-H^W 
4«i»o»IHii!WW. WWW. *8lMdRWt«lintr 
[0057] ^«0#»fc:jSJfH-*fclRLTJ4. fflffci: 

l/y/ D 3-/W?«r*tf * - fc 4 . 
[ 0 0 5 8 ] £ fetCjMBfcyB tT3IHaW, »ff*L # 

[00 593 :^9iO£ii£OlS3@KJW4»(c-£tf3*i.4 
^jSEaHRSfi***, 51«lJJWfflJR»+tc«l~7 0* 

[0060] *m&zixbmmmn& 1 &mmiz 
wmt%<. &wmwm, ««l 

r-fe;HW^*^(cJ±. «na*sit. a»t»o*fr£-J4. 

[006 1 ] *»IB«in4>BBIMWJwa**±. Jfl 
ft. ttJM. «!*WS«*Jj:V-tOflW)ftfr 

Ttis Mlkg^O. — B^O.OOOl-lOOmg^gfc 



fc-&WjW»o.ooi~i. ooom g<ottfcf-c*#$ft& i k w 
[0062] ( 1 ) -caSfi*fls^«[i*i J: V 

[0063] 

immn aTiz*&wzmmmx'pmizm.w-tz>i)\ 
mmmi 

N- (4-7$yf-:*7x>-3— OP) -4-yh^f 
•/KyX7SHWM(l-l) 2, 
3, 4-y-bof^7iy3. Og (9mmo 1 ) £ 
ji*gK6 0m HCjDi.XX6. 5 g ( 5 4 mm o 1 ) £ 

inifc . **<o%£0*iL4 ^> fc» . SStV l &KE t 
fc. WiBLfcStt**JMU *»t»2 0m ICiftltL 

T-^Tiftif 1 3 , 4 - VT 5 /f*7* > WtCXX. 
2J§Ktg£0. 39g(10X)*t. 
1H NMR(270MHz, DMS0-d6) Sppm: 5.9(br.s) 
(1-2) 3, 4-y'7S7f*7x> i&ffcXX. 2 
f&g?i&0. 39g(0.87mmol) kp-T-V-f 
;l,?n'J K74mg (0.4 3mmo 1 ) S;?DnM 

t f 'JXf/1,7 5 V 1 m 1 Sr*»TCSDi.fc . 
ffiffltRLlftWrLfe. 0. 3NSSi:fc(tCHCi 
3 TiSii!L/t. TKSSrNaOHT'tfWL^Sr^IXL 
fc. ^.f B £CHC l 3 /MeOHlC?§(gtMgS0 4 TlE 

5T7xy-3--f;u) -4-y b^f^yxrs b'Srfe 

atLt40mg ( 1 9%) 
m.p.l26*C(dec.) 

1H NMR(270MHz, DMS0-d6) 5ppm: 4.9(2H, br.s), 6.13 
(1H, d, J=3.7Hz), 7.05(2H, d, J=8.8Hz), 7.46(1H, 
t, J=3.7Hz). 7.93(2H, d, J=8Hz), 9.53(1H, s) 
[0064] $mM2 

4-rsy-N- (4-rsy^-3j-7xy-3--f;u) 

(2-1) 3, 4-y7S7f*7xy tg-ft^X. 2 
3 3g (7mmo 1 ) t P -zho<y/>f 
^□'J H64 8mg ( 3. 5mrao ! ) J?DD*/1/ 

Mzmmt h yxf-^rs >"5m l S:*^T^Jn^.^:. 
Mi&lzmL 1 3dfcBt*:„ «8aftfc:*ttc H c 1 3 T*tt 

KHC 1 3 /MeOHCigLy3-h*7At»i 

LgfftON- (4-7S/f*7iy-3->fyH -4 
-zho<yX7SK^ B H B tU4 0mg (5%M# 

7t. 

1H NMR(270MHz, DMS0-d6) 5 ppm: 4.9(2H, br.s), 6.15 
(1H. d, J=3.7Hz), 7.54(1H, d ( J=3.7Hz), 8.15(2H, 
d, J=8Hz), 8.37 (2H, d, J=8Hz) . 9.97(1H, s) 
(2-2) N- (4-7S/ft7xV-3-'f^) - 
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4-^bn<yX7SK0. 186g (0. 71mmo 
1 ) W^/-;Hml tmmilm 1 fc»iBL2*fl: 
XX402mg(2. lmmo 1 ) SrJniSSrCfltfFL 
l^dfcgL*:. *$rJDi.3N NaOHt'^SJL 

chc la-cttajLfc. ^mmtrnw^i/vxyivij? 

(2 1%M#*. 
a), p. BOX: (dec.) 

1H NMR(270MHz. DMS0-d6) Sppm: 4.8(2H, br.s),5.7(2 
H. br.s). 6.1K1H, d, J=3.7Hz), 6.59(2H, d. J=8H 
z), 7.4K1H, d, J=3.7Hz),7.68(2H, d, J=8Hz), 9.2 
(1H, s) 

IR(KBr)cm-l;3387, 1603,1506, 1405, 1286, 1185, 845, 772 

coo6 5] mmm 

N- (4-75/f^7x^-3->(;t/) -4-tFa 

N— 3.V-3-4)V) -4--f-o 

KyXTSVO. 04g (0. 152mraol)^^ 
y-;i^5m l fcSa»LPd/CT-*^Jn£fT-3*:. M 

i*ML2 0mg (5 3%) COgWON- (4-7*5 
/f^7xi'-3-'f;H -4-tHD^7Sy<> 
XT 5 K£f»fc. 
m.p.l50°C(dec.) 

1H NMR (270MHz, DMS0-d6) Sppnr. 4.85(2H, br.s), 6.1 
1(1H, d, J=3.7Hz), 6.87(2H, d, J=8Hz), 7.44UH, d, 

J=3.7Hz),7.80(2H, d, J=8Hz) ,8. 57 (1H, s) , 8.780H, 

s). 9.4(1H, s) 

IR(KBr)cm-l ;3281 . 1605, 1507, 1286, 1182,847, 767 

[0066] mmm4 

N- ( 3-75/^^-2-^^) -4-75^ 

(4-1) 2-7Sy-3--hnt'Jy>l. 33g 
coi/yj-df-»f>'i§?K{24-xho'<.yv'-f ;w^o'j H l . 

( 3- — r-n- 2-t'Jy>-4 -zVn<yX7S K 
fcl. 74 g (6 0%) 
m. P .215-216X: 

1H NMR(270MHz, DMS0-d6) Sppm: 7.58(1H, dd, J=5, 8H 
z), 8.23(2H, d, J=9Hz), 

8.38(2H, d, J=9Hz), 8.48(1H, dd, J-1.5, 8Hz), 8.79 
(1H, dd, J=1.5, 5Hz) 

(4-2) N- ( 3--YWVi;>-2-4)V) -4 
--hD\yX7SHl. 0g5rDMF4m 1 bit? J 
-;H 2m 1 0&6»tt'Z!B&3-£l OXA9i^AJS 

U>'V-2--f/l/) -4-rSy^7S HSrO. 6 



9g (7 6%) fcfc. 
m. P .162-163°C 

1H NMR(270MHz, DMS0-d6) d PP m: 4.92(2H, br.s), 5.75 
(2H, s), 6.58(2H, d, J=9Hz) , 7.04(1H, dd, J=5, 8H 
z), 7.17(1H, d, J=6.6Hz). 7.73(1H, d, J=5Hz),7.77 
(2H, d, J=9Hz), 9.96(1H. s) 

[0 067] mms 

N — (4-7^yf*7iy-3-'f;l') -4- {N- 
(tf'Jv>-3-'f;l'-^ h^f^^yl/^/l/) 757^ 

4- {N- (f »;>'>-- 3 -'OP-* r-Jf^77;M<^ 
;l^) TS^^/M £,m#8S2 0 8mgS:J§<{^<^y 
6.2ml L . *}TFfc3j-*ir 'J n'JHO. 
3 2ml Matte. Mi&T3 O-ftm&Ltztk. ffl±&m 
Lfz. nhtltcA - (N- 

Jr^^;l/^-;i/) 75 7^f;H ;^nij K£ 

J8VvC3|fcW2fc|l|«fc«teU N- 
7x>-3--f7U) -4- {N- (t'Jy>-3->f;l/ 

r-*>-#;u#-;p) rsy^f-^} ^yX7SKt 

5 5m g (2 0%) t#3t„ 
np.l70-174' > C. 

1H NMR(270MHz, DMS0-d6) Sppm: 4.33(2H, d, J=5.9H 
z), 4.9K2H, br.s), 5.15(2H, s), 6.18(1H. d. J=3. 
7), 7.44(2H, d, J=8.1), 7.55(1H, d, J=2.7), 7.83(1 
H, d, J=8.1) 7.94(2H, d, J=8.1), 8.01(lH,m), 8.58 
(1H, d, J=3.7), 8.64UH, s), 9.67(1H, s) . 
IR(KBr)cm-l: 3222, 3029, 1713, 1651, 1555, 1481, 1 
419, 1266, 1129, 1024.982, 856, 793, 708. 
[0068] HSfei?»J6 

N— (4-7S/f*7xy-3-^l') -4- { N — 

4- {N- (2--ba'sy-l:yxMz;K 7*$y| 
3cA«»ftfflV^Sias«5i:|EjatSBL. N- (4- 
75/f^7xy-3-f;l-) -4- <N- (2-^b 

1H NMR(270MHz, DMS0-d6) Sppm: 6.10(1H, d), 7.22(2 
H, d, J=8Hz), 7.45(lH,d). 7.8-7.9(4H, m) , 8.0-8.1 
(2H. ■). 9.54(1H, s) 

IR(KBr)cra-l: 3100, 1609, 1541, 1507, 1347, 1164, 8 

53, 778 

[0069] mmumm 1 ( t x b >mr^Mmm 

(1) [ 3 H] T-b^tXh^cOpS 

K56 2fflfia(108{i) £ [3H] n-SStV'J^A 
TMU ^Ba^.^& (J- Biol. Chem. , 
265:1 7174. 1 9 9 0 ) KftoTbX r-VSrftj 

taut. 

( 2 ) t x h >BLT±+Mmm<o»iMm 

K56 2iNBJj& (2. 5X1 0 8 ffl) iOSBXL^S:^ 
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Ba^<03f& (J- Biol. Chem. . 265: 17 
1 74. 1 990) izXnmitiL. *<9»tt?££Mon 
oQ HR5/5 (7r/^^7t)^V 0-1M 

waci <nwu§MW>zx otxb ymr^Mmm 
( 3 ) tx y- >Kr*f-/Hk»3Hi»Sttoaiffi 

( 1 ) TSWUfc [ 3 H] T-fe-f-^t^h^Sr 1 0 0/t 

s/m 1 1 ( 2 ) -cp^t^fcxhyffiir-fe^WkS^ 

tf-ffl2jLt l£*tr««»EA [IBJfi: SmM'Jyl* 1 ;^ 
A( P H7. 5), 5%/'Hn-;k 13mM ED 
TA] 5 0juI4>T\ 1 0^H3 7-a3T»iE5r$-ti: 

fc. 2. 5ja5©»»tasftiurRi6*ffjhLfc«. #8 

xf;l/5 5 0^i 1 £Jn£, jffrt'X-y ?;*i3J:U r )S'[>2•^T 
/UcJBKU 2m 1 <Vis>+U-9-£Mz-X%.mi<zJ; 

nmrnttz c 3 h] iMRaftttiStteweLfc. txh 

MSOfc«, «traAT^*RLTfiUK*fc8aw 

C 50 : uM) KlTtC. ^-2 

[*6] fciKLfc. 
[0070] 



m-2 \zxy>«L7^)Vimmm^m 



(I C so : »M) 





1 2 




1 7 




9 


mm 


8 6 


mmm 5 ®{k^«j 


4 




8 




19 0 



[007 1] 



(72)^BJ« a ff2)3MH* SHU *9>Ff- 

<72)3fcBJ£& Wt 

-P*m^iS^»Iil900#ifiOl H#M^ 
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